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[O09O]m. p. :144-146*C 

®£{9J9- <1> fc0H9tcLT»KlB&(fc^ftrt»^2- 
[2- craters >o Xf-/l0 -5- C4, 
t>'ueu^y-3 (2H> -*y-6-'(M j f>' 

[0091 ] m. P- : 123-124-C 

C4, 5-^tl=Ot'J^y-3 
(2H) -Jj'>'-6-'fiVMV^7. 2 6sStfh 
DXf-^S^?. 0 5g<01, 3-^^"/l'-2-^ 
S^VDiVJ'lgSft (70m 1 > e. 
4. 0 9g(Wh5tV"O79y20mlja^n&fflT 

i,„ ssfiT4«$&»a#-r£. sotass-. 

C4, 5-ytb*nt:»jry>'-3 (2H>-*y-6 



40 
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wmm&totmm i 1 1 n» www* c * ^ f £5 1 















& 






No, 


I 










12 






13 




iap,2ib -211 *c 


H 


-0F 3 


mp.286 -B7t 


16 




m.p.212 -213TC 


16 


"<l 


rn.{>.242 -243TC 


17 


-GH=GH 2 


m.<).Z08-21O-C 


18 


o 


m.p. 229 - 230 V 


1* 


-a 





{0094] * * l* 6 l 
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rap. 248 - 250 


«i 1 




iTLp. 26a Sab T5 


22 




rapw 232-235^ 


23 




mpu204 - 207 <C 


24 






25 


. -o 


flfcp.197-19BlC 



#7* 



s 

No. 










86 


-o 




m.p,150-i«iO 


a? 


~CH=CH 2 




m.p. 125 -127 "C 


20 






"ra.p. iofi - 108 *c 



[0096] 8^0529 

2 _7 = y^5- (4, 5-ytFt3ty:5'V>'-3 
(2H) -*3/-6-' 13g<?J2- 
jty.it S-lV&Sm (60ml) (C7*D OM V 
i/r-?— h2. 3 8s&S!FFU m&?'10#imt 



S*-3 (2H) -*y-6"'tM -fV:5>>4. 9 is* 

[0097]m. p. :214-216*C 
S8S0IJ3O 

(2H) -fy^t^fMy^r 

K&EiSM29tR^i=il5atT. 2- C/f-A-rt 



PAGE 35/52 * RCVD AT 10119/2005 12:54:39 PM [Eastern Daylight Time] * SVR:USPTO-EFXRF-6/24 * DNIS:2738300 * C$ID:908 231 2626 * DURATION (mm-ss):12-00 



OCT. 19. 2005 1:14PM AVENTIS US PAT OEPT 



NO. 9167 P. 36 



(12) 



-71 534 



21 
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>-3 (2H> -*V-6— f AO 4 V^Vftf**, 
[0098] m. p. : 206-207*0 
9B8M31 

2-7S/-S-C4. 5-^tFDey^v-3 

(2H) -3ty-6—4A>)-4ylfrt7xZ&"iyt' 
7-^-ht:m&i2 9km^mLV^. 2- (7*- 
JkMorifefJl') 757-5- C4. 
^>-3 (2H) — ;f y— 6— -f AO * y*>«5 



*[0099Jm. p. :249-251'C 
i3®0tJ3 2-34 

2-757-5- C4, 5-^bFnKy^V-3 
*^77^hHB^2 9iK®fc4!S3fll/t, SSSSgE 

toioo] 

[&8] 



fit 






No. 












32 


-NH(CHa) 2 CH3 


m.fvtfi9-200 l C 


33 


-NHfCH^CH, 


ro.pt 165 -167 *C 


34 







[OlOl]9Bt0)J35 

2-7 , OtrH'7$7-5-C4 J 5-^tpBttU^ 
( 2 H) -*y-6— -OlO -fy^yii. 07 e 
aVh'Jxf-A'75y2. 0 2s<»?ta!3*Avfc38R 
(40ml ) fc. JKHTF* JVWVfVUi&M-Y 

y***ir**>K=Jl'7£y) -5-C4. 5-^tKj 



(2H> -*y-6— fAO-fypy 

3. 75&fcf*$. 

{01021m. p. : 161-162'C 
SKSW3 6-3 9 

[0103] 
[&9] 



u 

w 

Ntx 






R' 


R 2 




36 






m.p. 174- 175*0 


3? 






m.* 116-117^ 


33 




H 


m.ps 173 - 175 n 


39 




H 
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23 



24 



[0 104188^4 0 

y-3 <2H) —JfV-b-AM 4V?V4. 00 ?f 

oitttam (45mi) \n25%m^m-w^w. 

2 0ml «Bi. J»vC» J********** 1 • 1 

kit**). 2-?+vi\>t$/-s - tvyy&y-s* 



J81 OS 



[01051m. p. :228-229t; 
S8£#l4 1-4 8 

»jEraHfca*«Bfi0W o i: Ki^fcjtsyaiu-r. at 1 o 

[0106] 
[81 03 



H 



Ir-OD-R 1 





* 1 


R 2 




41 




H 


m.p.251 -252X 


42 


-<J 


H 


m^x 273-274 ^ 


43 




H 


inp, 23B ~ 240 X? | 


44 


-o 


H 


rap, 263- 266 *C 


46 


-o 




np. 232 - 234X5 


48 


-<CH&CH a 






47 


-NHfCH^CH, 


H 


Tn£235-2M^ 


4fl 




H 


m.p. 202-203^ 



10107JSSSW49 
2 „ r5 y_5_ <2H) -#V-6 

— f A3 A yfySAVuSgms • o 3 e^BHfc***' 
MM(15 0»l)IE.m*9i>A<4. 52s) 
( 1 50m 1 ) Mil*.* WftvC, T9Vm,9* 
UH3. 0eOxb5t] 5 n75V«im(50ml ) * 
aOflTfcJSTU 30WHHM-*. ttWMftH**!* 

ttft-ftti: 2-7^'JO'f^7 > ^^-5- 
3. 6 9gfc&&. 

[01081m. p. :235-237*C 
88B095O 

2 _ r ay_5- C«y^i»V-3 (2H) -#y-6 

;t/#~;U73/-5- (2H) -*f 

- 6 -4 AO -{y?>&M* 

[01091 m. P. 1 :205-206'C 



*2-ro^r^y-5- CtU^yV-3 (2H) - 

x^s-WM y^y^fli*3S^3. oog^* 
?DtrX*y@$aJE<30ml) K, 
2- OlgSrllBi. 20&ffl&t&> 7x^WtJO* 
A-v-M. 66g*Sni. Sii-C , 2ift{ig^ff'*-«.. £ 

tm&i-fr-^wy* >?i5^a-r s - 1 <£ ± o . 2 

- (N-7Bt;l'-N-7a/ ! f vtf Jl/rtfciA'T 5 ./ ) 
-5- tVVf&y-S (2H) -srv-6— -f A'D -f 
V*>3. 4 7 

[0 11 01 m. p. : 140-141K; 
881852 

2-rut;A-7$>>-5- CtU^V-3 (2H) - 
( N-7*nfc/V'-N -- f v y £'*a-#-a-7S > ) 

-5-Ctr»J^y-3 (2H) -*V-6— fAO-f 

[01111m. p. ! 178-1791C 
&5*0«5 3 
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25 



26 



^y^v^bk^ffiJS5. 04e<o2-;*i** 
J/i?y^iW (60ml ) (=M)i-^TSV 
2. Os*3n*.. 1 0OT3iSffL, 7oti;M 

RlBjSfc*. ( 1 00m 1 ) -A TT 
otA'X-fjl' (300m) ) £Jn;it88¥U tftiiL 

-/H'pSJfia^iklciU, 2- ( (7-nt/W) * 

7 £y-5- (2 
H) —%y—6—4)V) 4>yy4. 53g«S&. 
(01 12] m. P. : 197-199%: 

mm 5 4 

2-t\j*w-5- tK»rsry-9 (2H) -* 

y-e—iii/y a vyvmwm&z . 5 o s<omm* 



*x<Wg?Saic (100ml ) fc£3&trU*>A (3. 30 
g) 7jcjg^ (100ml) fcM*.. ifc^Ts *ttT\ « 
\&*f- l )fi'2. 30s«rb9tl<Ci75>18fjK(3 0 

m i > mt. smsBftt*. watufc^ft^^iR 
«?, 2- c^y/wrs/) ***-5- t&jyvy 

-3 (2H) -#V-6— W -fV^2. 75«£ 

101 131 m. p. : 204-205^ 
10 $£#55 5-64 

0, »1 l**#12«MW>ft*WMM. 
[01141 
ISSElll 



a 

& 






011 
NO. 














-CH=CH a 


^202-204^ 


5S 


-< 


111.^226-227^ 


57 






5B 






69 




m,p) 247 -248*0 


60 


~Q 


nip* 193 — 1&4*C 


SI 




m.p:l72~ 17$ *C 



[01151 



w ami 2] 
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27 



(15) 
»1 2K 



#09^9-71534 



28 



m 






-Alt— NH-CO-R 1 


No. 














•www 


52 


-OCH~CH 2 


-(CHJa- 




63 


-CH=CHa 




^170-171^ 


64 









[01 16] WJ6 5 

2-75^^^-5- (2H) 

y _ 6 _^ 4 v#vmx$mz ■ o 6 satf 3 
a hVKi . 1 5 «»^f-;v*ft'Ar§ H 

8®$ {80nl)C. *»T. yalf-^U >lS->7- 
Hi. 71 swill*., &wc\ t^yx-wr^. 8 

9 gco^^^ATS KJBSft (20ml) «8T 
iO. 2- t J* M?^^ 

*-5-t\:Vjrvy-* (2H>-*y-6-« f*) 

41/*>2. 45gfc£*. 
[01 17] m. p. i 204-2051C 

2~r^y^iv-5- twy&y-s (2h) -=r 

y-6-<tM4y* , >8Al*%®&2- 7 0a<02- 
/-rt48S8« (40ml ) £HJx**7 
5 VI . 0 5 8 fe3Wis SSSf 1 OflHStfH-S. 7»J 
JM V isr+~b 1.10 gtrjffli. SflTl . 5 

ihCiCK 2- c (ryvv-a/w^-ov) 7S.O ^ 
^- 5 _ cey^yy-3 (2H) -*y-6-<f 

Wr/m. 3 5sSr#5. 
[01 18] m. p. : 208-2091C 



20 



30 



*tRmnt&fotr* taw y wr*— 

6 6 kpitefcteilffit* <I fcCJfc 9 . 2- {2-C (TP 
AsTSS) -5- 'J 

(2H) -*y-6— -010 

[0119] m. P. : 155-1571C 

^ 3 ( 2 H) -*y-6— <A>14vyyi' 57 gtf> 

i, 3-y^^-*2— fs^/y^»'SJBia<i5 

ml ) fchyx^7Syi- 4 7g£iili.> Si&tM 

h9ti«o79>i8®t (smi ) *arru l^f^s^ 

/)^/W-5-C4. 5-v*tFnt'J^V-3 
(2H> -*y-6— f/tO-O'^Vl. 47g£tt 
*. 

[0120] m. p. : 172-173X: 

raa^69-72 

(0121) 
[3cl3] 



PAGE 39/52 ' RCVD AT 10/19/2005 12:54:39 PM [Eastern Daylight Time] * SVR:U$PTO-EFXRF-6/24 ' DNIS:2738300 * CSID:908 231 2626 * DURATION (mm-ss):12-00 



OCT. 19. 2005 1:15PM AVENTIS US PAT OEPT 



NO. 9167 P. 40 



29 



(16) 
31 3$ 



^38^9-71534 



30 



8 

3ft 
fl 
No. 


J- 




R 1 








69 




H 


-OH," 


1^.196-200*0 


70 


-QtCHJaCHs 


H 


-CH*~ 


m.p.140-141 'C 


71 








rap. 89 — AO *G 


72 




H 




m.p.110-111 *c 



CO 1 22] imM73 

2- A7$/) *+Ar-5- [4, 5-5?th* 

(2H> -*y-6— fA-D-fy^v 

3. 13g<JDSS!TOS(20jnl)tt3 0%ftlt** 



*^_g_ CKy*vy-3 (2H) -*y->6— f 

[01231m, P. : 204-205*: 
20 «SW7;4-77 

9 „ m 1 4^taa^-s^§^s . 

(0124] 
[&14J 

«1 45 



a 

A 
No. 




H 






Alk 


i mm 


74 


-CH=CHc 


H 


-CHf- 




75 




H 




iup.172 — 173^ 


76 


-(CH^CH, 






m.j>.122-1S4t? 


77 


-0(CHs)jPH, 


| H 







C01251SSSW78-8 8 *[0126J 

►k mi sssmsi 6aaE««ft«ftt»«. * 
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1 


Q7) 


3 








a 






No. 


E 










7fi 




mn 22$ — £2B 

II dpi fc* " 


79 






ao 


-Q-OCH, 


rap. 227 - 229 


ai 




10^293-235^ 


62 




mil ACQ 

rn.*p. 2D7 ** 


B3 




ntp.298- SOO*C 


84 




ntp.243-246^ 


85 




mpi222--S25'C 



«BBT9-71534 



»1 6* 



& 

No, 




R 1 


mm 


86 


-Q-WCH^ 


m.p. Z62- 269 "C 


B7 




nip. 230 - 232*0 


88 


-0~° <CH2)r O 


mp. 192-194*0 



[0X28] $010389 »X^y-M4 0Om lWW'U (■•■) AS^T— •* 

(1) 2-T*y-5- C4 5-PtYW)ypy ;u*>#8. 5 2gtlBJiS. t^^dl^S^SRH^^ 



PAGE41/52 ' RCVDAT 10119/2005 12:54:39 PM [Eastern Daylight Time] * SVR:USPTO€FXRF-6/24 » DNIS:2738300 * CSID:908 231 2626' DURATION (mm-ss):12-00 



OCT. 1 9. 2005 1:15PM AVENTIS US PAT DEPT 



NO. 9167 P. 42 



<: 

33 

5- [4, 5-5*t KDfcfy*Vy-3 (2H)-;*y 
( + ) -#y7r-J*/WtyBS 

20s£f3£. 
101291m- P. : 256-257*0 
ODo" -13.4* (c = l . 00, H« O) 

( 2 ) ±12 ( i ) rtaawrawKU M« u 9a* 

WffC+WU x#,/WMfc***-«. gj££BHBx^ 
^-^iooomn:»U (-) fiyyT-zfr 
£T>vnSft4-*£fclcJ:0* tf»«tt2-T5,/-5- 
no w y^y • <-) -$vyT-sVVfc>ffi& 

4. 9 9g£#£. 

£0130]m. p. : 25 7-2 5 8'C(#«?) 
C«)o ao +13. 1' (c-1- QO, Hi O) 

y^yy-3 (2H) -*y-6— om*^- 
5 3 om i m*fu 2*%imm-2>> oth- 

kfcJO ( + > -2-rS^-5-C4, 

try*vy-3 <2H) -*y-6— ' fM-fv^^e 

6. 6g£ft*. 

[01313m. P. : 197-198«C 
C«Op m +35. 9" (c = l. 00, 

{4)*fl4. 5 0s<9f K9t]<P79>«SMlO 
Omlte7WW^-/H. 2 6gtf>THF$8SJ20ml 

ftiMT, NaBH* l. 48ekI»S8. 94s£ 

aB (OCOCHs )« H)W^tKn7?y«B 

fciDv ( + ) -2-7 , O^TSy-5-C4. 5- 

y^y4. I4e£»&« 

[0132] m. P. : 137-138*0 
C<Od " +24. 1* <c~l. 00. CHC 
U ) 

{ 5 ) 4Aftffi£Hl 1 kE«WB*r*£fctoJS 0. 
( + ) -2- (N-T'n^U— N-y^HiUra/) - 
5-C4. <2H>-*y 



L8> $#[^9-71534 
34 

[01331m. p. : 103-1O5X: 
Ca)i 2 P +13.3' (c = l. 00. 

5-C4, 5-^tKutry^y-3 (2H) -^-y 
-6— f AO -i y^y &S8£ffil4 0 kP^(3j©lt£- 
fcfcJ:0, (+> -2- <N-rnt^-N-7-MJ/k 
r^y) -5- ctry^'y-3 (2H) -*y-6- 
10 -fM^fy^y*»*. 

[0134] m, p. : 159-160*C 

(a)o * +16. 3 W (c = l. 00. J**/- 

AO 

S8£0!91 

lWSyiOOmlWWU »ve, 2- (Tutf 
yjgmSOmiSrSSTU 20WHaMBW-*, H» 

«l j^ftTy^-^A?jcs?r^J^*®^^5 

*«W*tfcfc*9* 2- (rnttKTSyWy*' 
yi7. 5g£*SS. 

[0i35]*Hii7. 5g, hyx^rayi2. 
j 9 . 2- < n-^ h^^i/>K^;u-N-rD^r 

[0136] I R (neat) cm" 1 : 16 6 0 
MS (m/*) : 233 (M*> 
<2>*ft21. 6g^f^^^W0!)'FW 
1* 24. 68»fc5Wril*^n!» 

«aSte s *»T.*?WS4kr^5-^A5 9, 8 5 s* 
iWi, agar. 2KSIS188^*. RJKK***^^ 

2- (N-^b^^WiK-^-N-T-D^r 
40 §y) -5- (3-^ b*^*;U7K^^rnt:^aA') 
^fy^y3 3. 7 2 

[0137]*fi,33. 72ff^^y400mLS 
»ttF9^yi3*aiftl2. 75s^S#24mlt 

y-f yratoi^-^-^^ySJS*^t*^ 
tf/^ray) -5- C4, s-ybKatry^y-3 

(2H) -5fy-6-^;V)-fy^y2S. 96g*W 
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Aflt 




fettffi* 
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— CH E J 






S3 


-(CHj) 4 - 


-tOHaJaQHa 




54 




H 


rn.pt 169 -166^ 


95 






ro.pt 109 — 110 


96 


-(CH^- 




m.p.S4 — 90 'O 


97 


-(CH&- 


H 


m.^130 -1311C 


98 




H 


m^t38 -lae'C 



[014 0] SSJijf|99-101 »[01413 



ft 

No, 












mip.>aOO , C 


100 




CM) 


|ioi 







[014218^102-104 *[0143j 
*UED*Ht!Att*l6M9 - ( 2 ) iW=*23JtS£ t£ 1 9 3 

kciO.*i9«ia«ii<^b^ia*#*. * 



35 

[0138) IR (neat) cm' 1 : 3200. 
80. 1660 

MS (m/z) : 3 29 (M«) 
aS§g9 9 2 — 98 

tt£lgft4^*SSSi*4 - < 1 ) &tf 4 - ( 2 > 
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N 
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ft 
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Alk 




102 




nvp. 155-156*0 


103 




m.p.1C7-1fie i C 


104 




^127- 129^ 



£0144]3$ftffll0 5-122 *10145J 



R 

a 

ft 

No. 








.ttttfE* 


105 


-CH=OH2 


-(CH^- 




106 


-CH=GHj 




m^161 -183*0 


107 


— CH— CHg 






106 




-(CHjfcr 


rop. 152 -154*0 j 


100 


-o 




m-p. 24S - 246 °C 


110 

111 


-Q 




172-174*0 


-Q 




rap. 196 -168*0 


112 


-Q 




rn.ji.1fla- 189 *C 



[0146] * *W21J 



37 



(20) 
«1 9* 
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tt 
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R 1 


Alk 




113 






m^iSB-ise-C 


114 


-o 




m*x179- 180*0 


115 






n,p, iee - I7g •c 


116 
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